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LISTING OF CLAIMS 

I . (Previously Amended) A method for the treatment of human immunodeficiency virus (HIV) infection 
comprising administering a therapeutically effective amount of a compound of the formula 




wherein 

R 1 is optionally substituted Ci_| 2 -alkyl, C 3 _ 8 -cycloalkyl, acyl, C w -alkylsulfonyl y optionally substituted 
phenylsulfonyl, aryl, heterocyclyl or C^-alkyl substituted with optionally substituted phenyl; 

R 2 is aryl; 

R 3 is C,., 2 -alkyl or Ci^alkoxy-Ci. 4 -alkyl; 

A is a group selected from CH 4 -(aryl-C M -alkylammo), CH 2 -(aryl-C M -alkoxy), 
CHi-Cheterocyclyl-C^-alkoxy), Ci^-alkyl substituted with aryl or with heterocyclyl; or 

A is a group of formula CH 2 -U-heterocyclyl, 

wherein U is O, S or NR' wherein R" is hydrogen or Ci^-alkyl; or 

A is a group of formula CH(V)Z, 
wherein V is OH or F, and 
wherein Z is aryl or heterocyclyl; or 

A is a group of formula CH=CHW, 

wherein W is aryl or heterocyclyl; 

X is S or O; 

or the pharmaccutically acceptable hydrolyzable esters or ethers thereof, or the pharmaceutically 
acceptable salts thereof. 
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2. (Original) The method of claim 1 wherein 

R 1 is optionally substituted C M2 -allcy1, C^-cycloalkyl, acyl, C^-alkylsulfonyl, optionally substituted 
phenylsulfonyl, aryl, heterocyclyl or Cj^-alkyl substituted with optionally substituted phenyl wherein 
the substituted C,_, 2 -alkyl is substituted with 1-5 substituents selected from fluorine, chlorine and 
bromine, and wherein the substituted phenyl is substituted with 1-5 substituents selected from 
C M -alkyl, Ci^-alkoxy, hydroxy, fluorine, chlorine, bromine and cyano; 

R 2 is optionally substituted phenyl, wherein the substituted phenyl is substituted with 1-5 substituents 
selected from Cj-4-alkyl, C|_*-alkoxy, hydroxy, fluorine, chlorine, bromine, cyano and nitro; 

A is a group selected from CH 2 -(aTyl-Ct.«-alkylamino), CHs^aryl-C^-alkoxy), 
CH 2 -(heteTOcyclyl-CM-alkoxy), C|^-alkyl substituted with aryl or heterocyclyl, wherein the aryl is 
optionally substituted with 1-5 substituents selected from C^-alkyl, C^-alkoxy, hydroxy, fluorine, 
chlorine, bromine, cyano, S-Ci_4-alkyl and NRR', wherein R and R' are independently of each other 
hydrogen or C 1M -alkyUnd the heterocyclyl is optionally substituted with 1-4 substituents selected 
from Cu-alkyl, Ci^-alkoxy, hydroxy, fluorine, chlorine, bromine, cyano, S-CM-alkyl and NER\ 
wherein R and R 1 are independently of each other hydrogen or Cj^-alkyl; or 

A is a group of formula CH 2 -U-hetcrocyclyl, 

wherein the heterocyclyl is optionally substituted with 1-4 substituents selected from Ci^-alkyl, 
fluorine, chlorine, bromine, cyano, nitro and NRR\ wherein R and R* are independently of each other 
hydrogen or C^-alkyl; or 

A is a group of formula CH(V)Z, 
wherein V is OH or F, and 
wherein 2 is aryl or heterocyclyl; or 

A is a group of formula CH-CHW, 

wherein W is unsubstituted aryl, unsubstituted heterocyclyl, aryl substituted with 1-5 
substituents selected from C, 4-alkyl, Ci^-alkoxy, hydroxy, cyano, fluorine, chlorine and bromine, or 
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heterocyclyl substituted with 1-4 substituents selected from C^^alkyl, C,^-alkoxy, hydroxy, cyano, 
fluorine, chlorine and bromine. 

3. (Original) The method of claim 1 wherein 

R 1 is optionally substituted C,. 12 -alkyl> C 3 . 8 -cycIoalkyl, aryl, heterocyclyl or C M -alkyl substituted with 
phenyl,wherein the C M 2-alkyl is substituted with 1-5 fluorine substituents; 

R 2 is phenyl substituted with 1-5 substituents selected from Ci. 4 -alkyl, C,««-alkoxy, fluorine, chlorine, 
bromine* cyano and nitro; 

A is a group selected from CH2-(aryl-C,^-alkoxy), Cl^heterocycIyl-C^-alkoxy), C^-alkyl 
substituted with phenyl or heterocyclyl, wherein the phenyl is optionally substituted with 1-5 
substituents selected from Ci^-alkyl, Ci^-alkoxy, hydroxy, fluorine, chlorine, bromine, cyano, S-Cm- 
alkyl and NRR\ and the heterocyclyl is optionally substituted with 1-4 substituents selected from C^- 
alkyU Ci-i-alkoxy, hydroxy, fluorine, chlorine, bromine, cyano, S-C|^-alkyl and NRR\ wherein R and 
R > are independently of each other hydrogen or C^-alkyl; or 

A is a group of formula CHk-U-heterocycryl, 

wherein the heterocyclyl is optionally substituted with 1-4 substituents selected from Ci^-alkyl, 
fluorine, chlorine, bromine, cyano, nitro and NRR\ wherein R and R* are independently of each other 
hydrogen or C^-allcyl; or 

A is a group of formula CH(V)hctcrocyclyI, 
wherein V is OH or F; or 

A is a group of formula CH=CHW, 

wherein W is aryl optionally substituted with 1-5 substituents selected from C^-alky], 
Ci^-alkoxy, hydroxy, cyano, fluorine, chlorine and bromine. 

4, (Original) The method according to claim 1 wherein 

#14165<>v1 4 R0204C-DIV 



PAGE 8(15 * RCVD AT 812512006 12:43:52 PM [Eastern Daylight Time] 1 SVR:USPTO-EFXRF-6/13 ' DNIS:2738300 * CSID:650 855 5322 1 DURATION (mifrss):03-02 



AUG-25-2006 08:43 From: ROCHE PA PATENT 650 855 5322 



To:USPTD 



P. 9'15 



R 1 is optionally substituted Ci. 7 -alky1, C 3 _8-cycloalkyl, aryl, heterocyclyl or Q^-alkyl substituted with 
phenyl, wherein the C]. 7 -alky1 is substituted with 1-3 fluorine substituents; 

R 2 is phenyl substituted with 1-3 substituents selected from C M -alkyl, C M -alkoxy 3 fluorine, chlorine, 
bromine, cyano and nitro; 

R 3 is Cj-7-alkyl or Ci^-alkoxy-C|. 2 -alkyl; 

A is a group selected from CH 2 -(phenyl-C]_ 2 -alkoxy), CH^pyrtdyl-C^-alkoxy), Ci. 2 -alkyl substituted 
with phenyl or with hcterocyclyl.wherein the phenyl is optionally substituted with 1 -3 substituents 
selected from CM-allcyl* CM-alkoxy, hydroxy, fluorine* chlorine, bromine, cyano, S-Ci^-alkyl and 
NRR\ and the heterocyclyl is optionally substituted with 1-2 substituents selected from CM-alkyl, 
CM-alkoxy, hydroxy, fluorine, chlorine, bromine, cyano, S-C|^-alkyl and NRR', wherein R and R' are 
independently of each other hydrogen or C,_4-alkyl; or 

A is a group of formula CH 2 -U-heterocyclyl, 

wherein heterocyclyl is optionally substituted with 1-2 substituents selected from C^-alkyl, 
fluorine, chlorine, bromine, cyano, nitro and NRR\ wherein R and R' are independently of each other 
hydrogen or C^-alkyl; or 

A is a group of formula CH(F)hetcrocyclyl. 

5. (Original) The method according to claim 1 wherein 

R 1 is optionally substituted Cj. 7 -alkyl f C^-cycJoalkyl, phenyl, pyridyl or bert2yl,whercin the CVralkyl 
is substituted with 1-3 fluorine substituents; 

R 2 is phenyl substituted with 1-3 substituents selected from Ci_ 2 -alkyl, fluorine* chlorine and cyano; 
R 3 is C|. 7 -alkyl or C,. 2 -alkoxy-C l _ 2 -alkyl; 
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A is a group selected from CH 2 -(phenyl-C,. 2 -a1koxy) 7 CH 2 Kpyridyl-C»- 2 -alkoxy), C,. 2 -alkyl substituted 
with phenyl or with heterocyclyl, wherein the phenyl is optionally substituted with 1-3 substituents 
selected from C^-alky), C|. 2 -a1koxy y hydroxy, fluorine, chlorine, bromine, cyano, S-C^-alkyl and 
NRR\ and the heterocyclyl is optionally substituted with 1-2 substituents selected from C,_ 2 -alkyl, 
do-alkoxy, hydroxy, fluorine, chlorine, bromine, cyano, S-Cj. 2 -alkyl andNRR', wherein R and R' are 
independently of each other hydrogen or C,. 2 -alkyl; or 

A is a group of formula CH(F)heterocyclyL 



6. (Original) The method according to claim 1 wherein 
R 1 is C,_7-alkyl; 

R 2 is phenyl substituted with 1-3 substituents selected from chlorine and cyano; 
R 3 is C.j-alkyl; and 

A is a group selected from CH^phenyl-Ci^-alkoxy), CH 2 -(pyridyl-Ci.2-alkoxy), C|. 2 -alkyl substituted 
with heterocyclyl,wherein the heterocyclyl is s optionally ubstituted with 1-2 substituents selected from 
C,_ 2 -alkyl f C|. 2 -alkoxy > hydroxy, fluorine, chlorine, bromine, cyano, S-C,_2-alkyi and NRR% wherein R 
and R* are independently of each other hydrogen or Ci. 2 -a!kyl. 



7. (Original) The method according to claim 1 wherein 
R 1 is C^-alkyl; 

R 2 is phenyl substituted with 1 -3 chlorine substituents; 
R 3 is CM-alkyl; and 

A is a group C^-alkyl substituted with heterocyclyUwherein the heterocyclyl is optionally substituted 
with 1-2 substituents selected from C|. 2 -alkyl and chlorine. 
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8. (Original) The method according to claim 1 wherein 
R 1 is ethyl or iso-propyl; 

R 2 is 3,5-dichlorophenyI; 

R J is methyl; and 

A is a group C|_ 2 -alkyl substituted with heterocyclyUwherein the heterocyclyl is optionally substituted 
with 1-2 selected from Ci.2-alkyl and chlorine; and 

Xis S. 

9. (Original) The method according to claim 1 wherein X is S. 

10. (Original) The method according to claim 1 wherein the compound is 
5-(3 -Chlorophcny lthio)-3-methoxymethy 1- 1 -me thyl-4-styryl- 1 H-pyrazole, 

(E>5 -(3,5 -Dichlorophenylthio)-3 -(methoxymcthy 1)- 1 -pheny 1-4-styryl- 1 H-pyrazole, 

5-(3 ,5-Di chlorophcnylthio)-3-methyl- 1 -phenyM-styryl-lH-pyrazole, 

4-Benzyl-5 -(3,5-dichlqrophenylthio)-3 -methyl -1 -pheny 1- 1 H-pyrazole, 

S^S-Dichlomphenylthio^-melhyl^^^ 

5^3,5-Dichloropbenylthio>3^methoxy 

[5-(3,5-Eh"clil0TOphenylthio)-3Hmeto^ 

[5-(3,5-Dichlorophenyithio)-3-methyl- l-phenyl-lH-pyrazol-4-yl]-phenyl-methanol, 
[5-(3,5-Dichlorophenyithio)-l-etty 

4-Benzyl-5-(3,5-dichlorophenylthio>l -<5thyl-3-(methoxymethyl>-l H-pyrazole, 

4- Beiizyl-5-(3,5HJicM^o-phenylthio)-3-methoxymethyl-l-methyl-lIT-p 

5- (3,5-Dich1orophenylthio)-3-methyl~alo^^ 

1 ,4-Dibenzyl -5 -(3 ,5-dichlorophenylthio)-3 -methyl- lH-pyrazole, 
4-Benzyf-5-(3,5HiichlorCHphenylthi^^ 
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4-Benzy!-5^3,5KlicWqrvph(^ 

4- Benzyl-l-^c-buiyl-5-(3,5-dichlo™^^ 
4^5-(3,5-DichloropheT3ylth^ 

5- (3,5-Dichloi*)phcniylthio>^^ 
4-[5<3 ,5-DichIorophenylthio)^ 

4-Benzyl-l -ethyl-5-<4-methoxyphenoxy)-3-methyI- lH-pyrazole, 
4-Benzyl~l-cycJopentyl-5^3,5^ichlorophenylthio)-3-methyl-lH-pyrazole, 
4-Benzyl-l -cyclohexyI-5-(3 t 5'dichlorophenyUhio)-3-methyl-1 H-pyrazole, 
4-Benzyl-5-(3,5-dichlorophenyIthio)-l -tsobutyl-3-methyM H-pyrazole, 
4-Benzy loxymcthy 1-5 -(3 ♦5-dichlorophenyI thio)-3 -methyl- 1 -phenyl - 1 H-pyrazole t 

2- [4-Benzyl-5-(3,5-dichloro-phenyls^ 

4-Benzy 1 -3 -methyl -5 -(3-nitro-phenoxy)- 1 -phenyl- 1 H-pyrazole, 

3- (4-Ben7yl-5-methyl-2-phenyl-2H-pyrazol-3-yloxy)-benzonitriIe > 

2-[5-(3 ,5-Dichloto-phcny Isulfany 1)- 1 -isopropyl-3 -methyl - 1 H-pyrazol-4-yl methyl J-pyridine > 

4- Bejizyloxymclhyl-5<3,5-dichloro-phen^ 
2-[5-(3,5-Dimemyl-phenylsulfknyl)-l-is^^ 
2-[5-(3-Chloro-pheriylsulfanyl)-l-tsopro^ 

2- [5-(3,5-DichIoro-phenylsulfanyl)-l-isopropyl-^^ 

3- ChIoro-5-[5-(3,5-dichloixNphenylsulf^ 

1 -[5-(3 ,5-DichIoro-phenylsul fanyl)- l-isopropyl-3-methyl- 1 H-pyrazol-4-ylmethyl]- 1 H-pyridin-2-one, 
3-[5-<3 ,5-Dichloro-phenylsulfanyl)- l-ethyl-3-methyl- 1 H-pyrazol-4-ylmelhyl] -pyridine, 

3- [5<3,5-Dichloro-phenylsuJfa^ 

4- [5-(3,5-Dichloro-phenylsuIfanyl)-l-te^ 
3-(4-Be«zyl-5-methyl-2-pheTiyl-2H^ 

3- [5-(3,5-Dichloro^henylsuIfanyl)-l-isopropyl-3-^ 

[5-(3 ,5 -Dichloro-phenyl sul fanyl)- 1 -isopropyl-3 -methyl- 1 H-pyrazol-4-y l]-pyridin-2-yl -methanol, 
[5*(3 ,5 -Dichloro-pheny 1 sul fany 1)- 1 -isopropyl -3 -methyl- 1 H-pyrazol-4-y l]-pyridin-4-yl-methanol, 

4- [5<3,5-Dichloro-phenylsulfatiyl)-l-te^ 

4-[5-(3,5-Dich!oro-phetiylsuIfanyl)- I-isopropyl-3-methyl-1 H-pyrazol-4-ylmCthylsull3siiyl]-pyridinc, 
4-Benzyl-5-(3,5-dichloro-pheT!ylsulfa^^ 

4- { [5 -(3 ,5-Dichloro-phenylsulfany I)- 1 -isopropy 1-3-rnethy 1- 1 H-pyrazol -4-yl]-fluoro-mcthy 1 } -pyridine, 

5- [5-0 ,5-Dichloro-phenylsulfanyl)- l-cthyl-3-methyl- 1 H-pyrazoM-ylmcthoxyl^-mclhyl-pyridine^ 
5-Bromo^-[5-(3,5-dichlorD-phenylsulfanylM^^ 
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3- [5<3,5-Dichloro-phepylsulf^ 

4- [5-(3,5-Dichloro-ph(mylsulfanyl)-l-e^ 
4-[5-(3 > 5-Dich]oro-pheTiylsulfanyl)-^^ 

4-[5 -(3 ,5 -DichJoro-phaiylsulfanyl)- 1 -i sopropyl-3 -met hyl-l H-pyrazo J -4-y Imcthy 1] -pyrimicliiic, 

3- [5-(3.5-DichJoro-phenylsulfanyl)-l-e^ 

4- [5-(3,5-Dichloro-pheiiylsulfar^ 
4-[5-(3 > 5-Dichloi^phenylsulfany^^ 

4-[5-(3 ,5-Dichloro-phenylsultanyl)- 1 -ethyl-3 -methyl - 1 H-pyrazoM-ylmethyll-S-fluoro-pyridine^ 
3 -Chloro-4- [5 -(3 ,5 -dichloro-phenylsulfanyl)- 1 -ethyl-3 -methyl- 1 H-pyrazoM-ylmethylJ-pyridine, 

3- ChIoro-4-[5<3,5-dichloro-phenylsulfany])- 1 -isopropyl-3-methyl'lH-pyrazol^ylmethyl]-pyridine 4 

4- [5-(3 ,5 -Dichloro-phenyl sulfanyl)- 1 -ethyl-3 -methyl - 1 H-pyrazol -4-yl methoxy]-6-metlryl-pyr tmidin-2- 
ylamine, 

3- Bromo-5-[5-(3,5-dichloro-phenylsultany^ 
[5-(3,5-Dichloro-phenyl^lfanyl)-l-et^^ 

4- [5-(3,5-EHchloro-phcnylsulfanyl)-l-isopropyl-3-methyt-t H-pyrazol-4-ylmethyl]-benzonitriIe, 
2-CWoro-4 -[5 -(3 ,5-dicHoro-phenylsulfanyl)- 1 - isopropyl-3-methyl - 1 H-pyrazoI-4-ylmethyl]-pyridine, 
2-Chloro-4-[5-(3,5-dichloro-phenylsul^^^ 

pyridine > 

2- [5-(3 ,5 -Dichloro-phenyl sulfanyl)- 1 -isopropyl-3-methy I- 1 H-pyrazol-4-ylmethylJ-pyrazine t 

4-[5 -(3 -Chloro-5 -methoxy-phenylsulfanyi)- 1 -isopropyl-3-methyl- 1 H-pyrazoM-y1methyl]-2-rnethoxy- 
pyridine, 

3- [[5-(3,5-0ichlorophenylmio)O-roemyl^^ 

4- [5-(3-Bromo-phenylsulfanyl)-l-isoprop 
3-Chloro-4^1~isopropyl-3-methyI-5-m-to^ 

3 -Chloro-4-[5 -(3 ,5-dimethyl-phenyIsulfany I> 1 -isopropyl-3-methyl- 1 1 T-pyrazol -4-yl methyl]-pyridine, 
4~[5-(3-Bromo-phenylsulfanyl)-l-isOD^^ 

3- Fluoro-4-(l-isopropyl-3-methyl-5-m-tofy^ 

4- [5-(3 ,5-Dimethyl -phenylsulfany 1)- 1 -isopropyl-3 -methyl - 1 H-pyrazol-4-y lmethy 1] -3 -fluoro-pyrid ine, 
5 -(3 ,5-Dichloro-phenylsul fanyl)-l -isopropyl-3-methy 1 -4-thiophen-3 -yl mc thyMH-pyrazolc, 
{3-[5-(3,5-DicWoro-phenylsulfanylH-i^ 

4-[5-(3 ,5-Dichioro-phejrylsul fanyl )- 1 -isopropyl-3 -methyl- 1 H-pyrazol -4-ylmethyl]-3 ,5 -dimethyl -isoxazolc, or 
6-[5-(3 ,5-DichIoro-phenylsultanyl )- 1 -isopropyl-3 -methyl- 1 lI-pyrazol-4-ylmethyl]-pyridine-2-carboriitrile. 
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1 1, (Original) The method according to claim 1 wherein 

R 1 is C Mr alky], C^-cycloalkyl, acyl, C^-alkylsulfonyl, optionally substituted phenytsulfonyl, aryl or 
C M -alkyl substituted with optionally substituted phenyl.whcrcin the substituted phenyl is substituted 
with 1-5 substituents selected from C^-alkyU Ci^-alkoxy, hydroxy, fluorine, chlorine and bromine; 

R 2 is aryl or optionally substituted phenyl, wherein the substituted phenyl is substituted with 1-5 
substituents selected from C]. 4 -alkyl, C^-alkoxy, hydroxy, fluorine, chlorine and bromine; 
R* is Ci_i3-alkyl or C M -alkoxy-C M -alkyI; 

A is a group selected from CH 2 -(aryl-C^-alkyl amino), CII 2 -(aryl-C,^-alkoxy), C,^-alkyl substituted 
with aryl or with heterocyclyl,wherein the aryl is optionally substituted with 1-5 substituents selected 
from Ci^-alkyl, Ci^-alkoxy, hydroxy* fluorine, chlorine and bromine and the heterocyclyl is optionally 
substituted with 1-4 substituents and the substituents are selected from C M -alkyt, CM-alkoxy, hydroxy, 
fluorine, chlorine and bromine; or 

A is a group of formula CH(OH)Z> 

wherein Z is aryl or heterocyclyl; or 

A is a group of formula CH=CHW, 

wherein W is aryl or hetcrocyclyl.wherein the aryl is optionally substituted with 1-5 
substituents selected from C t ^-alkyl, C,^-a!koxy, hydroxy, fluorine, chlorine and bromine and the 
heterocyclyl is optionally substituted with 1-4 substituents selected from C|^-alkyU C^-afkoxy, 
hydroxy, fluorine, chlorine and bromine. 

12-21. (Canceled) 

22. (Original)A pharmaceutical composition comprising a pharmaceutically effective amount of a 
compound according to claim 1 and a pharmaceutically inert carrier. 
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